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=> d his 

(FILE 'HOME' ENTERED AT 13:44:48 ON 05 FEB 2005) 

FILE 'CAPLUS' ENTERED AT 13:44:57 ON 05 FEB 2005 

FILE 'REGISTRY' ENTERED AT 13:45:01 ON 05 FEB 2005 

LI STRUCTURE UPLOADED 

L2 0 S LI 

L3 STRUCTURE UPLOADED 

L4 3 S L3 

L5 71 S L3 FULL 

FILE 'CAPLUS' ENTERED AT 13:47:43 ON 05 FEB 2005 

L6 6 S L5 

=> d que 11 

LI STR 




Gl C.N 

G2 C, O.S.N 
G3 C.O.N 



Structure attributes must be viewed using STN Express query preparation. 



=> d que 16 stat 
L3 STR 
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Gl [G>1].C@2] 



Structure attributes must be viewed using STN Express query preparation. 

L5 71 SEA FILE=RE6ISTRY SSS FUL L3 

L6 6 SEA FILE=CAPLUS ABB=ON PLU=ON L5 



=> d 1-6 ibib iabs hitstr 
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ACCESSION Klt6ER: 
OOQKNT NUCER: 
TITU: 



PATDfT ASSIQNEE(S}: 
SOURfX: 

OOCUCNT TYPE: 

FAWU K£. Wn. COUNT: 
PATENT IKFOttWTION: 



2004:927041 CAPUB 
141:388624 

Methods and ccsposltlons for Irhi biting SARS-related 

coronavlrvs replication tgr using Irhlbitors of SARS 

related coronavlrus X proteinase 

fuhnan. Sheila Ann: Hatthen. Oavid A11«n: Patlck. 

Aqr Karen: Rejto. Paul ADrahsa 

Pfizer Inc.. USA 

PCT Int. Appl.. 64 pp. 

(XOEN: PIXX02 

Patent 

English 



PATENT h 



APPLICATION NO. 



Al 20041104 WO 2004.IB1307 
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US 2004235952 
PRIORITY APPIH. INFO.: 



Al 20041125 



US 2004-6 
us 2003-464556P 
US 2003-468197P 
US 2003-468504P 
US 2003-469065P 



20040427 
P 20030421 
P 20030505 
P 20080506 
P 20030507 



ABSTRACT: 

The present Invention relates to methods for inhibiting SARS-related 
coronavirus viral replication activity coooprlslng contacting a SARS-related 
coronavi rus 3C protease w1 th a therapeuti cal ly ef fecti ve aoount of a rhi novl rus 
protease Inhibitor, and cotapns. comprising the saine. Specifically, the 
irtilbltor Is adnl n1 stered orally, l.v. or inhalation. The pharmaceutical 
cooposltlon for the treataent of SARS related coronavirus in a nannal oooprlses a 
pharmaceutically acceptable carrier. 

IT 380M6-43-9 

RL: THU (Therapeutic use): BIOL (Biological stutty): USES (Uses) 

(inhibition of SARS-related coronavirus replication by using inhibitors 
of SARS related coronavirus 3C proteinase) 
RN 380606-43-9 CAPLU5 



L6 ANSWER 1 OF 6 CAPLUS COPYRIWT 2005 ACS on STN (Continued) 
CN Z-Pentenolc acid. 4-[(2-naphtha1ervlcarbO(vl)aaino]-5-[(3S)-2-cxo-3- 
fvrrolldltvl]-. ethyl ester. (2E.4S)* (9CI} (CA INDEX NAHCl 

Absoluu stereochesdsuy. 
Double bond geoaetfr as shorn. 



REFERENCE GQIMT: 



THERE ARE 9 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN IKE RE FQRmT 



L6 ANSWER 2 OF 6 (M>LUS COPYRIQHT 2005 ACS on STN 



ACCESSION NUMBER: 
OOOJHENT NUrSER: 
TITLE: 



AinHOR(S): 



CORPORATE SOURCE: 



SOURCE: 



PUBLISHER: 
DOOJHENT TYPE: 



2002:272301 CAPLUS 
137:27620 

Structure-Based Design of a Parallel Synthetic Arr^y 
Directed Toward the Discovery of Irreversible 
Irtiibitors of Munan Rhinovirus 3C Protease 
Johnson. Theodore 0.: Hua. Ye: Luu. Hlep T.; Brwn. 
Edward L.: Chan. Fora; Chu. Shao Song: Dragovidi. 
Peter S.: Eastnan, Brian W.: Ferre. Rose Ann: Fuhrman, 
Sheila A.: Hendrlckson. Thonas F.: Haldonado. Fausto 
C: Matthews. David A.: Heador. JaoesU.. Ill; Patlck. 
kv K-: Reich. SlegfHed H.: SkalltzKy. Donald J.: 
Uorland. Stephen T.; Yang. Michelle: Zainan. Leora S. 
Pfizer Global R&O-La Jolla/Agouron Pharmaceuticals 
Inc.. San Diego. CA. 92121. USA 
Journal of Medicinal Chemistry (2002). 45(10). 
2016-2023 

OODEN: JMCMAR: ISSN: 0022-2623 
American Chemical Society 
Journal 
English 
ABSTRACT: 

Utilizing the tools of parallel synthesis and structure-based design, a new 

class of Michael acceptor-containing, irreversible irh1t>itors of human rhinovirus 

3C protease (MIV 3CP) was discovered. These inhibitors are shown to inhibit 

mV-14 3CP with rates of inactlvation ranging from 886 to 31 400 M-1 sec-1. 

These Inhibitors eidilbit antiviral activity when tested against HRV-14 Infected 

Hl-HeLa cells, with EC50 values ranging from 1.94 to 0.15 MM. No 

cytotoxicity was observed at the limits of the assay concentration A crystal structure 

of one of the more potent inhibitors covalently bound to HW-2 3CP Is detailed. 

These ooBpds. were also tested against HIV serotypes other than type 14 and 

were found to have highly variable activities. 

IT 436085-18-6P 

RL: PAC (Phamacological activity): PRP (Properties): SPN (Synthetic 
preparation): THU (Therapeutic use): BIOL (Biological stu0y): PREP 
(Preparation): USES (Uses) 

(structure-based design of parallel synthetic array directed tward 
discovery of Irreversible Inhibitors of human rhinovirus 3C protease) 
RN 436085 -lB-6 CAPLUS 

CM 2-Penteno1c acid, 4-[[(6*chloro-2H-l-ben2oarran-3-y})carbon/l}amlno]-S- 
C(3S}-2-oxo-3-[tfrro1id1rv1]-. ethyl ester. (4S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry unknown. 



L6 ANSWER 2 OF 6 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



436085- U-4P 436085- U-SP 436085- 19-7P 
436085-20-OP 436085-21- IP 436085-22-2P 

RL: PAC (PharsacologlcBl activity): SPN (^nthetlc preparation): THU 
(Therapeutic use): BIOL (Biological study): PREP (Preparation): USES 
(Uses) 

(structure-based design of parallel synthetic array directed tmard 
discovery of irreversible Irtilbltors of human rhinovirus X protease) 
436085-16-4 CAPLUS 

2-Pentenoic add. 4-[[(2-nethy1-5-phenyl-3-furarv1)carbonyl]am1no]-5-[(35)- 
2-oxo-3-[vrrol1dirvn-. ethyl ester. (4S)- OCI) (CA INDEX NAME) 



Absolute stereocheoiistry. 
Double bond geometry unknown. 




RN 436085-17-5 CMWS 

CN 2-Penteno1c acid. 4-[(2H-l-benzoflyran-3-ylcarboivl)afl(ino}-S-[(3S)-2-oxo-3- 
(Vrrolidiryl]-. ethyl ester. (4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geooetiy unknown. 
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L6 ANSWER 2 Of 6 CAP1.U5 OOPYRUMT 2005 ACS on SIN (Omtliued) 
{» 436065-19-7 CAPIUS 

01 2-Penteno1c add. M((6-<>raBo-ai-)-benzoRirran-3-y1)cartoiv1]acdno}-5- 
[(3S)-2-oxo-3-(vrro1l(tIrv1]-. etfyl ester. (4S)- (9CI) (» IM)EX MI1C) 

Absolute scereocheolstrT. 
Double bond geooetfy unknown. 




RN «36085-20-0 CAPLOS 

CM 2-Penteno1c add. 4-{(2-naphtha1eny)carbonyl)aaino]-S-[(3S}-2-oxo-3- 
R/rralidlnyU-. etny) ester. (4S)- (9CI) (CA INDEX KAHE) 

Absolute stereocheslstfy. 
Double bond geooetry unknown. 




M 436085-a-l CAPtUS 

CM 2-Pentenoic add, 4-I((6-inet*iyl-2-naphthale/vl)caft)orvl]aia1no]-5-t(3S)-2- 
oxo-3-Q/rro1idnyl]-. etiiyl ester. (4S)- (9Cn (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geoeetry unknown. 



L6 ANSmt 2 or 6 CAaUS OOPVRiWT 2005 ACS on Sm (Contlnied) 




RN 436085-22-2 CAPLUS 

CN 2-Pentenofc add. 4-([(7-broQO-2-n8rfitha1efv))carbony1]«aino]-S*((3S)-2- 
oxo-3-nrrrolldnyn-. ett^l «Ster. (4$). (gCI) (CA WDDCNANE) 

Absolute stereocheoistry. 
Double bond geoeetiy unknown. 




REFERENCE COUNT: 18 THERE ARE 18 CITED REFERENCES AVAILABLE FOR THIS 

RECGRO. ALL CITATIONS AVAILABLE IN THE RE FORHAT 



L6 ANSWER 3 OF 6 
ACCESSION NUreER: 
OOOJHENT NUfiER: 
TITLE: 



CORPORATE SOURCE: 



PlBLiSHER: 
DOOJHENT TYPE: 
LANQIUQE: 
OTHER SOURCE(S}: 
GRAPHIC IWGE: 



CAPLUS COPYRIGHT 2005 ACS On STN 
2002:136907 OUIUS 
137:6380 

Structure -based design, synthesis, and biological 
evaluation of Irreversible human rhlnovlms 3C 
protease Inhibitors. Part 7: structure-activity 
studies of bicycllc 2-pyr1done-conta1n1n9 
peptidooriRetlcs 

Oragovlch, Peter S.: Prins. Thooias J.: Zhou. Ru: 
Johnson, Theodore 0. : Brown. Edward L. : Haldonado. 
Fausto C: Fuhrnan, Sheila A.: Zalman. Leora S.: 
Patlck. Any K.: Matthews. David A.: Hou. XIrOun: 
Heador, Janes U.: Ferre. Rose Ann; Norland. Stephen T, 
Pfizer Global Research and Oeve1opn«it-La 
Jotla/Agouron Pharmaceuticals. Inc.. San Diego, CA, 
92121-1111, USA 

Bloorganic & Hedldnal Chemistry Letters (2002). 
12(5), 733-738 

COOEN: BTCLES: ISSN: Og60-B94X 
Elsevier Science Ltd. 
Journal 
English 

CASREACT 137:6380 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY • AVAILABLE VIA OFFLINE PRINT * 
ABSTRACT: 

The structure-based design, chenrical synthesis, and blol. evaluation of biQrcllc 
2-pyr1done-conta1n1ng human rhlnovlrus (WV) X protease (3CP) Inhibitors I. II and 
III (Cbz - ben^loivcarbonyl) are described. An optlarized conpound Is shwn to 
esdilblt antiviral activity when tested against a variety of HIV serotypes 
(ECSO's ranging from 0.037 to 0.162 MM). 



IT 



343565-96-8P 343SS6-00-7P 433333-95-QP 

RL: PAC (Pharracologlcal activity): PRP (Properties): SPN (Synthetic 
preparation): BIOL (Biological study): PREP (Preparation) 

(synthesis and antiviral activity of pyrldone-contalnlng peptldonrimetlcs as 

Irreversible human rhinovirus 3C protease Irtilbltors) 
343S65-96-B CAPLUS 

2-Penteno1C add. 5-[(3S)-2-oxo-3-[vrro1id1iVl]-4-[[{(3S)-l. 2.3.5- 
tetrahydro-6-[[(5-methy1 -3-isoxa20lyl )cartiorvl Janrtno]-5-oxo*3- 
1ndo11z1ny1]carbony1]aiii1no]-. ethyl ester. (2E,4S)- (9CI) (CA INDEX NAME) 



Absolute stereocheni stty. 
Double bond geonetry as shown. 



L6 ANSWER 3 OF 6 CAPLUS COPYRIGHT 200S ACS on STN (Continued) 
(T^OEt 



RN 343566-00-7 CAPLUS 

CN 2-Hepteno1c add. 7-ain1no-7-o)W.4-[[({3S)-1.2.3.5-tetr8^ydro-5-oxo-6- 
[ [ (phenyl netho;^}carbonyl }atn1 no] -3-1 ndo1 1z1 nyl Icarbor^l lamlno]- . ethyl 
ester. (2E.4S}- (9CI) (CA INDEX NAME) 



Absolute stereochenristry. 
Double bond geooetry as shown. 




RN 433333-95-0 CAPLUS 

CN 2-Hepteno1c add. 7-anrino-4-[[[(3R.6S.8aS}-hexahydro-5-om)-6- 
[[( phenyl methoxy )carbor|y1 ]ain1 no) -SH-thl azol o[3 .2-a ] Ryrl di n-3- 
y1]cari)orvl]am1no]-7-0M>-. ethyl ester. (2E.4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




IT 433333- 95-ODP. resln-bound 433133-97 -2DP. resin-bound 

RL: RCT (Reactant): SPN (^nthetlc preparation): PREP (Preparation): RACT 
(Reactant or reagent) 

(synthesis and antiviral activity of (vrl done-containing peptldomloetles i 
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L6 ANSUER 3 OT 6 CAPLU5 COPTRKHT 2005 ACS on STN (Contlnwd) 

Irreversible huaan rhlnovirus X proteose Irtilbltors) 
RN 433333-9S-0 CAPLUS 

01 2-Heptenolc add. 7-asir»-4>[[[(3R.6S.8aS)4iex2hydro-5-<ixo-6- 
([((iten^lQethoJvJcartxkrvl }8airo]-SH>th)azo1o(3.2-a](vnd1n-3- 
y11carbOfy11af3lno}-7-oxo-. ettiyl ester. (2E.4S)- (9CI} (CA INDEX NAHE) 

Absolute stereodieoistiy. 
OoiAsle bond geooetry as shown. 




RN 433333-97-2 CAaUS 

CN 2-Heptenolc acid. 7-8aim-4-[[{(3R.6S.eaS)-6-[((9H-nuoren-9- 

ylBetho]Qr)cBrbor|x1 ]aai no]heM^ydro-5-oxO'SH-th1azo1o[3.2<«]())ni(}1 n-3- 
y1]carbofv1]aia]no]-7-flxo-. et^yl ester. (2E.4S)- (9CI) (CA INDEX NAME) 

Absolute stereodietf stry. 
Double bond geooetry as shown. 




REFERENCE COUNT: 



THERE ARE 52 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORmT 
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2001:923759 CAPIUS 
136:37504 

Preparation of pyrrol fdlinrTpefltenoate derivatives and 
carbasoylhexenoate derivatives as antipicomaviral 
coBpounds 

Johnson. Theodore 0.. Jr.: Qaj. 9iao Song: Hta. Ve: 

Luo. Hiep T.: Reich. Siegfrted Heinz: Ska11t2lv. 

Doruld Jaoes: Yang. Yi ; Chan. Fora P.: Eastcan. Brian 

Walter: HendHckson. Thooas F. 

Agouron Riarpaceutlcals. Inc.. USA 

PCT Int. Appl.. 85 pp. 

COOEN: PIXXD2 

Patent 

English 
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MARPAT 136:37504 
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ABSTRACT: 

Raa)NRbCHRcCRd:ZlZ [Ra - cycToalkyT. heteroqycloalkyl . aryl. heteroaiyl: Rc - 
heteroivclyT : Rd - H. halo. OH, etc.: Rb - H. alKyl: Z. 21 - H. F. alkyl. aryl. 
etc.]. which Inhibit or block the MoT . activity of the picornaviral 3C 
protease, were prepared E.g.. reaction of 4S-5-(2-oxoR)rrroT1d1n-3S-yl}pent-2- 
enoic add Et ester with 2-naphthoic acid gave 41X pyrrol idirvlpentenoate I. 

IT 



•43-9P 380 


606-44-OI> 380 


606-46-2P 


•48-4P 380 


606-49-SP 380 


606-50-flP 


-52-OP 380 


60(-55-3P 380 


S0S-S6-4P 


-60-OP 380 


606-6MP 380 


60«-62-2P 


-63-3P 380 


606-64-4P 380 


60ft-67-7P 


•68-flP 380 


606-69-9P 380 


606-70-2P 


•73-5P 380 


606-74-6P 380 


60S-75-7P 


•76-aP 380 


606-77-9P 380 


60fi-78-OP 


79-lP 380 


606-80-4P 380 


606-81-SP 


•S2-6P 380 


605-83-7P 380 


606-84-eP 


-aS-9P 380 


606-86-OP 380 


606-87-1? 


•a8-2P 380 


606-e9-3P 380 


606-93-9P 


■M-OP 380 


606-9S-1P 380 


606-96-2P 


■07-aP 380 


607-08-9P 380 


607-09-OP 


-10-3P 380 


S07-11-4P 





RL: PAC <PhannacoTogical activity): SPN (^thetic proration): THU 
(Therapeutic use): BIOL (Biological study): PREP (Preparation): USES 
(Uses) 

(preparation of pyrrol idinylpentenoate derivs. and carbamoyl hexenoate 
derivs. as anti picornaviral compds.) 
380606-43-9 CAPLUS 

2-Penteno1c acid. 4-[(2-naphtha1eny1carboryl)am1no}-5-[(3S)-2-oxo-3- 
pyrroTidlfvl]-. ethyl ester. (2E.4S)- (SCI) (CA INDEX NAME) 



Absolute stereochemistry. 
Double bond geooetry «s shown. 



L6 ANSWER 4 OF 6 CAPLUS COPYRIOiT 2005 ACS on STN (Continued) 
^OEt 




RN 380606-44-0 CAPLUS 

CN 2-Penteno1c add. 4-[{2-naphtha1eivTc8rbony1)aaAno]-5-[(3R}-2-oxo-3- 
pyrrolldlryl]-. ethyl ester. (2E.4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-46-2 CAPLUS 

CN Benzdc add. 4-[[[(lS.2E)-4-etho}V'4-oxo-l-[[(35)-2*oxo-3- 

(Vrrol Id nyl Jmethyl ] -Z-buteryT ]an1 no]carboryl ] - . methyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



RN 380606-48-4 CAPLUS 

CN 2-Pentenoic add, 4-[[(S-bromo-3-(vnd1ry1)earborvT]aalno]-5-[(3S)-2-oxo-3- 
{Vrrolldnyl}-. ethyl ester. (2E.4S)- (9CI) (CA INDEX NAME) 



Absolute stereochenlstiy. 
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L6 ANSWER 4 Of e CAPLU5 COPYRIOa 2005 ACS on STN 
Double txwid gaxetry «s shorn. 




RN 380606-49-5 CAPLUS 

04 2-Pentenoic add. 4-(((3.4-<J1hydro-3-oxo-2-c^1noMHriyl )cart»ny1 laolnol-S- 
tOSj-Z-oxo-S-RyrroMcrtrvH-. etlwl ester. (2E.4S)- (9CI) (CA INDEX NAHE) 

Absolute stereocheolstry. 
Double bond geometry as shown. 




RN 3B0606-SO-8 CAPLUS 

CN 2-Pentenotc add. 4-[((5-ethy1-lH-1ndo1*2-y1)carboivUanrino]-S-[(3S)-2-oxo- 
3-ivrrondtrt/n-. ethyl ester. (2E.4S)- (9CI) (CA INDEX NAME) 

Absolute stereocheolstry. 
• Double bond geooetry as dwwn. 



(W^OEt 



RN 380606-S2-0 CAPLUS 



L6 ANSWER 4 OF 6 CAPIUS COPyRIOa 2005 ACS on STN (Contlmed) 
CM 2 -Pentenotc add. 4-[(lH-Cienrtdda2o) •2-y1carbofv1)asino]-S-[(3S)*2*<u(o-3- 
(VrrQlldioyl)-. ethyl ester. (2E.4S)- (9CI} (CA DOa NAflE) 

Absolute stereochesi stry. 
Double bond geotttfy as shown. 




RN 380606-S5-3 CAPLUS 

CN 2-Pentenolc add. 4-([(3-Bcetyl -2-Fheityl -4-thia»lldifvl)carbor5y1 ]an1nol-S- 
[(3S)-2-oxo-3-(yrrond)nyl)-. ethyl ester. (2E.4S)- (9CI) (CA INDEX NAIfE) 

Absolute stereochaal stry. 
Double bond geooetry as shorn. 




RN 380606-56-4 CAPIUS 

CN 2-Penteno1c add. 4-[[(5-brocno-2-benzofuranyl}carboryl]an1no]-5-[(3S)-2- 
oxo-3 pyrrol1driyl]-. ett^l ester. (2E.4S)- (SCI) (CA INDEX MAHE) 

Absolute stereochenristfy. 
Double bond geooietnr as shown. 




16 ANSWER 4 or 6 CAPLUS COPVRIOd 2005 ACS on STN (Continued) 
RN 380606-60-0 CAPLUS 

CN 2-Penteno1c add. 4-(((6,7-d1inetho;(y-2-naphtha1ery1)carborv11aiirino]-5- 

[(35)-2-oxo-3-(vrrolld1rvl]-. ettvl ester. (2E.4S)- {9CI) (» INDEX NAME) 

Absolute stereocheflri stry. 
Double bond geooetry as shown. 




RN 380606-61-1 CAPLUS 

CN 2-Pentenoic add. 4-[[(5.6-dinsthov-l-methyl -IH-indol -2- 

y1)cartMrvl]affl1no]-5-[(3S)-2-oxo-3-pyrro11d1iv1}-. ethyl ester. (2E.4S) 
(9CI) (CA INOa NAME) 

AbsoluU stereochemistry. 
Double bond geooetry as shown. 




RN 380606-62-2 CAPLUS 

CN 2-Penteno1c add. 4-[[(5-braao-lH-1ndol-2-y1)carbonyl]aarino]-5-[(3S)-2-oxo- 
3-IVrrv11diry1]-. ethyl ester. (2E.4S)- (9CI) (CA INDEX KANE) 

Absolute stereochemistry. 
Double bond geooetry as shown. 




L6 ANSWER 4 OF 6 CAPIUS COPVRIGHT 2005 ACS on STN (Continued) 
RN 380606*63-3 CAPLUS 

CN 2-Penteno1c add. 4-[[(S-bromo-l-nethyl-lH-1ndo1-2-y1)carborvi]aBlno]-5- 
{(3S)-2-oxo-3-|vrro11d1riy1]-. ethyl ester. (2E.4S}- (9CI) (CA INDEX NAHE) 

Absolute stereochentstry. 
Double bond geooetry as shown. 




RN 380606-64-4 CAPLUS 

CN 2-Pentenoic add. 4-[[[3-(acetylamlno)-2-naphthalenyl]carboiiynam1no]-5- 
[(3S)-2-oxo-3-pyrrol1d1ny1]-. et^yl ester. (2E.45)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-67-7 CAPLUS 

CN 2-Heptendc add. 7-affl1no-4-[(2-naphthaleniy1carboryl )aflrino]-7-oxo<. ethyl 
ester. (2E.4S)- (9CI) (CA INDEX NAHE) 

Absolute stereocheortstry. 
Double bond geometry as shown. 
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L6 ANSWER 4 OF 6 CAaUS COPnUOn 2005 ACS on STN (Cbntirued) 
at 380606-68-8 CAPIUS 

01 2-Hepteno1c add. 7-adno>4-[(benzo{b)th1en-2-jr1carciofvl)anino]-7-oxO' 
etivl ester. (2E.4$}- (9Cn (O IKOa KMC) 

Absolute stereocheai stry . 
Double bond geocaetry as shorn. 




RN 380606-69-9 CAPLUS 

Oi 2'Heptenolc add. 7-amino-4-[(4-(diaet^y1ai3ino)benzqy1]aoino]-7-oxo-. 
ethyl ester. (2E.4$)- (9CI) (CA INOEX NAIC) 

Absolute stereoctieol stry. 
Double bond geocetry as shown. 




RN 380606-70-2 CAPLUS 

CN 2-Heptenoic add, 7-ain1no-7-oxo-4-[(2-qu1noxa11iDr1carboiv))anlno]-. ethyl 
ester. (2E.4S}- (9CI) (CA INDEX NAKE) 

Absolute stereochemistry. 
Double bond geoiaetry as shoMn. 



Ifi ANSUER 4 OF 6 CAPLUS COPVIUan 2005 ACS on STN (COntlmed) 




RN 380606-73-5 CAPtUS 

CN 2-Hepteno)c add. 7-asdno-7-OJU)-4-U2-gjino1tqy1carborQr1)asf no}-, ethyl 
ester. (2E.4S}- (9Cl) (CA INDEX NAME) 

Absolute stereochesistry. 
Double bond geooetry as shown. 




RN 380606-74-6 CAPLUS 

CN 2-Heptenoic add. 7-aailno-4-t[(5-BBthyl -2-phenyl -2H-1.2.3-tria20l -4- 
y1)carbony1]an1no]-7-oxo-. ethyl ester. (2E.4S)- (9CI) (CA INDEX NAME) 

Absolute stereocheolstry. 
Double bond geometry as shown. 




RN 380606-75-7 CAPLUS 

CN 2-Hepteno1c add. 7-airi no-4-[[[3-(l.l -dinethyl ethyl ) <l-(pheiv1iiiethy1 )- IH- 
IVra2o1-5-y1)carboriy1]«mlno}-7-oxo-. ethyl ester. (2E.4S)- (9CI) (CA 



16 ANSWER 4 OF 6 CAPLUS COPYRIOHT 2005 ACS on SIN (Continued) 
INDnNAHE) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-76-B CAPLUS 

CN 2-Hepteno1c add. 7-aflIno>4-(benzQy1aailno)-7-oxo-. ethyl ester. (2E.4S)- 
(9CI) (CA INDEX KAHE) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-77-9 CAPLUS 

CN 2-Hepteno1c add. 7>an1no>4-((3.4'd1ch1orobenzciy1)aa1no]-7>oxo-. ethyl 
ester, (2E.4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-78-0 CAPLUS 

CN 2-Hepteno1c add. 7-aalno-4-[[2-[(benzciy1o}Qr)methy1]benzqy1]amlno1-7*oxo-. 
ethyl ester. (2E.4S)- (9CI) (CA INDEX NAME) 



L6 ANSWER 4 OF 6 CAPLUS COPVRIGHT 2005 ACS on STN (Continued) 
Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-79-1 CAPLUS 

CN 2-HeptenDlc add, 7-anrino-7-oxo-4-[[2'(2-|iiervlethyUbenzogr1]an1no]-. 
ethyl ester, {2E,4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-80-4 CAPLUS 

CN 2-Heptenoic add. 7-anlno-4-((U<-indo1-2-y1carbony1)anlno]'7-oxo-. ethyl 
ester. (2E.4S)- (9CI) (CA INDEX NAHE) 

Absolute stereochenistry. 
Double bond geooetry as shown. 




RN 380606-ei-S CAPLUS 

CN 2-Penteno1c add. 4-[[(5-f1uoro-l}1-1ndo1-2-y1)cart)oriy1]afflino]-5-[(3S)-2- 
oxD-3-nyrro11d1iv1]-. ethyl ester. (2E.4S)- (9CI) (CA INDEX MAKE) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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16 ANSWER 4 OF 6 CAPUJ5 OIPYRIOn 2006 ACS on STN (Conttnied) 16 iWSUQt 4 OF 6 CUIUS OOPYRIOn 2005 ACS on SIN (Qmlnted) 




a 2-Pentenoic add. 4-(((5-chloro-W-1nclol-2-yl)carix>fvllaainoJ-5-((3S)-2- 



oxo>3 p^ltctiay1]-. etnyl ester. (2E.4S)- (9CI) (CA DiOEX NAHE) 

RN 380606-85-9 CAPIUS 

Ab»lute stereocheotstfy. Qt 2-Pentenolc acid. 4-l[(5HiBtnyl-lH-lndol -2-yl)cart)Olvlla^ln^l-5-^(3S)♦2■ 
tkMb1e txmd geooetry as shown. oxo-3-R^lialcvl]-. ethyl ester. (2E.4S)- (9CI) (CA nOEX NAHE) 




oxo-3-pyrpoHclinyn-. etnyl ester. {2E.4S)- (9CI) (CA INDEX KAHE) 

AN 380606-86-0 CAPIUS 



Absolute stereocheoristry. CN 2-Penteno1c add. 4-t((6-chloro-ZH-l-ben20Ryrdn-3-yl )carborvl lanilno)-5- 

Double bond geometry as shown. [(3S)-2-oxo-3-Ryrro1idiny1]-. ethy^ ester, (2E.4S)- {9CI) (CA INDEX NAME) 




3-|vrro11dirv1}-. ethyl ester. (2E.4S)- (9CI) (CA DtDEX NAHE) 



L6 ANSWER 4 OF 6 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 380606-87-1 CAPLUS 

CN 2-Pcnteno1c add. 4-[[(2-wUiy1-S-phefvl-3-fur«fvl)cart»nyllani1no)-5-[(3S)- 
2-oxo-3-pyrroUdrvl]-. et»vl ester. (2E.4S)- (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shewn. 




RN 360606-88-2 CAPLUS 

CN 2-Penteno1c add, 4-([[5-methO)v6-(phenylnietho)<y)-lH-tndol -2- 

yl]cart»rvl]am1no]-5-[(3S)-2-oxo-3-(vrrol1d1rorll-. ethyl ester. (2E.4S)- 
(9CI) (CA INDEX NAHE) 

Absolute stereochenristry. 
Double bond geometry as shown. 




RN 380606-89-3 CAPLUS 

CN 2-Penteno1c acid. 4-[(lH-indol-2-y1cartHDfvl )ain1no]-5-[(3S)-2-oxo-3- 
fVrrolldlfvl}', ethyl ester. (2E.4S)- (9CI) (CA INDEX NANE) 

Absolute stereochemistry. 
Double bond geometry as shown. 




L6 ANSWER 4 OF 6 CARUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 380606-93-9 CAPLUS 

CN 2-Penteno1c add. 4-[[(6-inethy1-2-na(iitha1ervl)carbony1 ]anilno}-5-[(3S)-2- 
oxo-3-Ryrro11dlrv11-. ethyl ester. (2E.4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-94-0 CAPLUS 

CN 2-Penteno1c add, 4-[[(6-bromo-2H-l-benioRyran-3-yl)carbonyl]am1no)-5- 

((3S)-2-oxo-3-[yrrol1ditiyl]-. ethyl ester, (2£.4$)- (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-95-1 CAPLUS 

CN 2-Penteno1c add. 4-[[(7-brono-2-ngphtha1eny1)cart)oriyl]affllno}-S-{(3S)<2- 
oxo-3-rvrro11d1rv11-. ethyl ester. (2E,4S)- (gCI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 380606-96-2 CAPLUS 
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L6 ANSWER 4 OF 6 CAPLUS COPlfRIOn 2005 ACS on STN {Contiiwed) 
a 2-Pentenolc add. 4-[{(7<Kydra;V'2-wrt)thalovl)cartxHvUaeilno]-5-((3S}-2- 
oxo-3-rvrro1iOlrvn-. ethyl ester, (2E.4S)- (9CI) (CA INOCX NAHE) 

Absolute stereodioalstry. 
Double bond geoBtttry as thown. 




RN 380607-07-8 CAPtUS 

CM 2-Pentenolc add, 4-[((6-hydro;v-2-nap#ithalervl jcartMryl JaolnoJ-5-I(3S)-2- 
OXO•^-(y^rond^y1]-. eUiyl ester. (2E.4S)- (9CI) (CA INDEX HAKE) 

Absolute stereochecrtstry. 
Double bond geocetry as sham. 




RN 380607-08-9 CAPLUS 

CN 2-Penteno1c add. 4-[[(6-t)n»>-7-Bethy1 -ai-l-benzopyranO- 

yl)cart)onyl)ain1no]-5-[(3S)-2-o»-3-PDrrrolidinyll-. eOvl ester. {2C.4$)- 

(9CI) (CA INDEX NAME) 

Absolute stereocheart stry. 
Double bond geonetry as shown. 



U ANSWER 4 OF 6 CAPUI5 COPYRIGHT 2005 ACS Ofl SIN (Cbntltued) 




RN 380607-09-0 CAPIUS 

CM 2-Penteno1c add. 4-{(2H-l-ben20Rrran-3-ylcarboiv1)aaino]-5-((3S)-2-oxo-3' 
RyrrolldlivD-. ethyl ester. (2E.4S)- (XI) <CA IKDQC MAKE) 

Absolute stereocheai stiy. 
Double bond geoeetry as dwwn. 




RN 380607-10-3 CAPLUS 

CN 2-Pentenoic add. 4-[[{4-braa»-6-8ethyl-2-nafhthalenyl)carbonyl JanrinoJ-S- 
E(3S)-2-oxo-3-(Vrrol1d1r;yl]-. ethyl ester. (2E.4S}- (9CI) (CA INOa NAKE) 

Absolute stereochentstry. 
Double bond geonetry as shown. 




RN 380607*11-4 CAPLUS 

CN 2-Penteno1c add. 4-[[(3-aiii1no-2-nsphtha1eivl )cart)orv1]am1no]-S-[(35)-2- 



L6 ANSWER 4 OF 6 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
oxo-3-pyrroMd1iiy1]-. ethyl ester. (2E.4S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry as shown. 
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L6 ANSWER S Of 6 CAPIUS COPYRIOff 2005 ACS on STN 



ABSTRACT: 

RaOlKReCRtAcCRdrCZn (Ra - (substituted) hetemycloalkyl. 
heterocycloallylalkyl : Rb - specified (substituted) oxo(hetero)QrcTylnet^yl : Rc 
- H. halo, (substituted) alkyl: Rd - H. halo. OH. (substituted) alkyl. a]ko:Qr. 
alkylthio: Re -H. (substituted) alkyl: Z, Zl - H. F. (substituted) alky), 
c^loalky). heterocycloalkyl . aryl . heteroaryl. etc.: ZRd. ZZl - atoos to fona 
a cycloalKyl. heterotycloalkyl group), %<cre prepared Thus. Et 
trans-(2'S.4S)-4-{2-(3-tert-butoJvcartcfvla8iino-2-oxo-2H-pvridin-l-yl )-3- 
{iieny1propioiTy)amlr»]'6'(trity)carCiasc>y1 )hex-2-enoate (preparation given) «as heated 
to 190-200" for 65 mi n to give a residue t«hich in HeOi at 0* was 
treated with 5-«eUvllsoxazole-3-carbonyl chloride and 4-nethyliaorphoHne 
foDoMed by wanaJng to 23* to give 551 Et trans-(2*S.<S)-4-[2-[3-((5- 
e)etl\y11soxazo1e-3*cart»ror1 )affllno]-2-o«>-21-Ryridin-l-yl J-3- 
pher|)r1propion)rTaBdno]-6-(trity1cart)aaqy1)hex-2-enoate. The latter was treated 
with (Ne2(»)3S1H and (73C02H ia QOOZ to give 8SS title coofxiund (I). ! ] 
an EC50 - 0.016 tM against hunan rh1nov1ru$-14 In Hela cell culture ass^y. 



IT 



343565-96CP 34356S-97-9P J43S6600-7P 
343567 -Ol- IP 

RL: BAC (Biological activity or effector, except adverse): BSU (Biological 
Stu<t/, unclassified): SPN (Synthetic preparation): THJ (Therapeutic use): 
BIOL (Biological stucty): PREP (Preparation): USES (Uses) 

(preparation of pyridonylacetamlde peptide analogs as antipicornaviral 

agents) 
3435e5-96-8 CARUS 

2-Penteno1c acid. 5'{(3S)*2-oxo-3-Ryrro11d1ny1 1-4*[[[(3S)-1, 2.3.5- 
tetraKydro*6-[[(5-Eettv1 -3-lsoxazoly1 )carbor|yl ]aartno]-S-oxo-3- 
1ndo11z1fv)IcartXMv1]arinol-. ett^l ester. (2E.4S)> (9CI} (U INDEX MAKE) 



Absolute stereodicflristry. 
Double bond geonetry as shown. 



16 AMSUER 5 or 6 CAPIUS OOFVRKHT 2005 ACS on SIM (Contliucd) 



343565-97-9 CAPIUS 

2-Penteno1c add. 4-{({(3S)-8-ch1oro-1.2.3.5-tetrahydro-6-t((S-oetnyl-3- 
I soxuolyl jcarboryl )aai no] '5hixO'3-1 ndol 1 zl qyl ]cartiony1 Jasi no] -S^l (3S) '2* 
oxo-3-pyrro11d1ry1)-. etl^l ester. (2E.4S}- (9CI) (CA DtDEX NAHE) 



Abniute nereoctieBdstiy. 
Double bond geonetry as shown. 




RN 343566-00-7 CAPLUS 

CN 2-Hepteno1c acid. 7-am1no-7-oxo-4-[(((3S)-1.2.3.S-tetrahydro-S-oxo-6- 
[ [ ( rtie/iyl nethoxy )carbonyl laol no] -3 -1 ndol 1 zl ryl Jcarborvl laol no) - . etlvl 
ester, (2E,4S)- (9CI) (CA INDEX NAME) 

Absolute stcreochenistry. 
Double bond geometry as shown. 




L6 ANSWER 5 OF 6 CAPLUS C0PYRI(3HT 2005 ACS on STK (Continued) 
RN 343567-01-1 CAPLUS 

CN 2-Pentenoic add, 5-[(3S)-2-oxo-3-|vrrol1dtnyl]-4-t(t(3S)-l. 2.3.5- 
tetrahydro -6 - ( { ( 5-methyl -3-1 soxazolyl )carborvl janrt no] -5-oxo-3- 
IndollzlnyllcarborvUamlnol-. ethyl ester, (2E.4S)*, trifluoroacetate 
(5:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 343S65-96-8 
CHF CZS H29 N5 07 



Absolute stereochemistry- 
Double bond geometry as shown. 




CRN 76-05-1 
CHF C2 H F3 02 



F-Lc02H 



REFERENCE COUNT: 
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OTHER S0URCE{ S) : HARPAT 131 : 45107 

ABSTRACT: 

Plcornavlral X protease Inhibitors R8R4N(3t3R6C(:H)NR7CR2RSCRl:CZZl [M - 0. S: 
Rl - H. F. allvT. OH, SH. 0-alkyl group: R2. R5 - H. alKyl. X-Y1-A1(B1)D1. 
X-Y2.A2(B2)D2 {X - :CH. :CF. CH2. CF2. CHF. S: Yl. Y2 - :CH. :CF: or X and Yl 
or Y2 my form a Hng: Al. A2 - C. CH. CF. S. P. Se. N. etc.: 01 and 02 are 
moieties with a lone pair of electrons capable of fomrtng a Hydrogen bond: Bl. 
82 - H. F. a1li;yl. cycloall^yl. heterocycloalKyK aryl. heteroafyl. etc.). R3. R6 

- H. F. allvl. cycloalkyi, hetero^loalkyl . aryl. heteroaryl. CHO, OH. SH. 

etc.: R4 Is any suitable organic moiety or R4 and R3 or R6 may form a ring; R7, R8 

- H, ali^l. cycloallvl, hetenxycloali^l . aryl. heteroaryl, etc. or R4 and R8 
tcay torn a ring: Z. Zl are H, F. al^yl, Qrcloallgrl. heteroorcloalkyl. aryl, 
heteroaryl. etc.] were prepared Thus. Et 3-(Cb2-L-N*He-Phe-L-61n}-E-propenoate 
(Cbz - benzyl wvcarbonyl) was prepared and showed K1 >100 (iM for Inhibition of 
Rhlnovlrus protease. 
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L6 ANSUER6 0Fe CAPUJ5 OmiWT ZOOS ACS on STN (Contlnied) 

IT 2276U-08-3P 227613 -09-4P 227613 W-7P 
227613-li aP 227613- 13-OP 227613 14-lP 
2276D-15-2P 227613-U-4P 2276U15-5P 
227613-19-6P 227613-27-6P 2276D-40-3P 
227613-41-4P 227613 ttSP 

RL: 6AC (Btologlcal activity or effector, except Adverse): BSU (Biological 
stuttjr. unclassified): SPN (^nthetic preparation): THJ (Iherapeutlc use): 
BIOL (Biological su«jy): PREP (Preparation): IfSK (Uses) 
(preparation of pcptitiyl anti pi comavl ral coepds.) 
RN 227613-08-3 CAPtUS 

Qi L-Prollnai3lde. N-[ ( phenyl oetho;v)cart)Ofvl ]-L-leucyl -N-£ (IS. 2E)-l-(3-aal no- 
3-0JioproB)fl)-4-eth0JV-<-o«>-2-tJUtefv1)-3-phenyl-. (3R)- (9CI) (CA INDEX 
KAKE) 

Absolute stereocheisistiy. 
Double bond geontry as shown. 




RN 227613-09-4 CAPVJ5 

CN L-ProllnaiDlde. N-[{f*iervlaetho;v)cart)ony1 ]-t.-1eucy1-N-[(lS.2e)-l-(3-aarino- 
3-owpnwl)-4-cthwor-4-o»-2-butervl]- (9CI) (CA INDEX KAME) 

Absoluu stereochenristry. 
Double bond georaetry as shown. 




L6 ANSWER 6 OF 6 CAPWi OOPVRIQHT 20(fi ACS On SIN (Qmttived) 

RN 2Z7613-10-7 CAPLUS 

□1 L-Prolinasdde. N-((phefvlDethoiv)cart)on^1}-L-1euiv1-N-[(lS.2E)*l-(3-aBlno* 
3-oxopronrl)-4-etho^-4sHO-2-tuterv1]*4-(('>efv1cetho;Qr)-. (4R)- (9CI) 
(CA INDEX NAHE) 

Absolute stereocJieolstnr- 
Double bond geoDctnr as drawn. 




RN 227613-11-8 CAPLUS 

CN L-ProHnaBlde. N-[(t*icrvlnetho;v)carborvll-L-leuqyl-N-[(lS.2£)-l-(3-aailno- 
3-oxopropyl)-4-etho}V-4-o»)-2-buterv1]-3-aethyl-. (3S)- (9CI) (a INDEX 
NAHE) 

Absolute stereocheori sti-y. 
Double bond geaeetry as shown. 




RN 227613-13-0 CAPLUS 

CN L-Prolinamlde. N-[(phenylmetho]V)c«rborv11-L-leucyl-N-{(lS.2E)-l-(3*Mrtno- 
3-oxopropyl)-4-etho)v-4-oxo-2-butenyl)-4-(l.l-diinet})y]ethoAy)-. (4R)- 
(9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
Double bond geonstry as shown. 



L6 ANSWER 6 OF 6 CAPLUS COPYRIGHT 2005 ACS on SIN (Continued) 




RN 227613-14-1 CAPLUS 

CM L-Pronnanrfde. N-t(ethylth!o)carboriyl]-L-leueyl-N.[(lS.2E)-l-(3-aiirino-3- 
oxopropyl ) -4 -ethov -4 -oxo-Z-butefyl J - ( 9CI ) (CA INDEX MAKE ) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 227613-1S-2 CAPLUS 

CN 2-Hepteno1c acid. 7-amino-4-[([(2S)-l-[(2S)-4-methy1-l-oxo-2- 

( [ (phervlmetho^y)cartioivl ]anl nojpentyl ] -Z-pi peri di nyl ]carbonyl }am1 no] -7- 
0X0- . etnyl ester, (2E.4S)- (9CI) (CA INDEX NAME) 

Absolute stereocheori stry. 
Double bond geometry as shown. 




L6 ANSWER 6 OF 6 CAPLUS COPYRIGHT 200S ACS on SIN (Continued) 

{((pheriy]methwQr>carboiiy1 laml nolpentyl )-2-p1peraz1rv)]carbotv1]aarino]-7- 
0X0-, etivl ester. (2E.4S)- (9CI) (CA INDEX NAHE) 

Absolute stereodienistry. 
Double bond geonetiy as shown. 




RN 227613-18-5 CAPLUS 

CN 2-Heptenolc add. 7-anlno-4-[{(l-[(2S)-4-i»thy1-I-oxo-2- 
[ t ( phenyl nietho)^ ) carbonyl }an1 no] pentyl ] -4 - ( phenyl methyl ) -2- 
piperaz1rv1]carbOf|y1]affl1no]-7-oxo-. ethyl ester. (2E.4S)- {9CI) (CA INDEX 
NAHE) 

Absolute stereocheori stry. 
Double bond geometry as shown. 




RN 227613-19-6 CAPLUS 

CN 2-Hepteno1c acid, 7-anlno-4-[[(l-((2S)-4-intnyl -l-oxo-2- 

( [ ( phenyl nethovtcarborvl ]ani no]pentyl ] -4 - ( pheivl sul foivl ) •2- 
piperaz1rQr1]cartiOfy1]an1no]-7-oxo-. ethyl ftster, (2e.4S)- (9CI) {CA INDEX 
NAHE) 

Absolute stereocheori stry. 
Double bond geometry as shown. 



RN 227613-17-4 CAPLUS 

CN 2-Hepteno1c add. 7-aBino-4-[[[l-[(2S)-4-methy1 •l-oxo-2- 
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16 ANSIffR6aF6 CAPLU5 COPVRIWT 2005 ACS on STN (Contlrued) 




RN 227613-27-6 CAPLUS 

CM 2-Heptenolc add. 7-ainlno-7-oxo-4-{([(6S)-4.6.7.8-tetraJvdro-<-o»9-3- 
{ { (phenyl cBtt\oxy)carbofv\ ]asd nolnrrrol oC 1 . 2-a 1 Rjrri eri d1 n-6- 
yllcarbonyllanino)-. ethyl ester. (2E.4S)- (9CI) (CA IMJa KAHE) 

Absolute stereocheolstry. 
Double bond g/eaaetry shown. 




RN 227613-40-3 CAPLUS 

CM 2-Hepteno1c acid. 7-aBrino-4-[[[{6S)-3-[bls[((;yclopentylth1o)carboayl lanrtno 
) -4 . 6.7 .8-tetrahydro-4 -oxopyrro1o[1.2-a][vr1ntd1 n-6-y1 Jcarbonyl ]ani no] -7 - 
OXQ-. ethyl ester. (2E.4$)- (9CI) (CA INDEK HAKE) 

Absolute stereochemistry. 
Double bond geonstry as shown. 



L6 ANSWER 6 OF 6 CAPIUS OimKHT 2005 AIS on SIN (Cbntliued) 




RK 227613-41-4 CAPLUS 

Ol 2-Heptenoic acid. 7-as)1no-4-[[[(6S)-3-[[(qyc)openty1th1o)carbO(v1]aiBtno)- 
4 . 6 . 7 . 8 - tetrahydro-4 -oxopyrrol o[ 1 . 2 -a 3 R/ri oS di n-6 -yl )caftofvl Jani nol •? -oxo- 
. ethyl ester. (2E.4S)- (9CI) (CA WOEX NAME) 

Absolute stercocheolstry. 
Double bond geometry as shMn. 




RN 227613-42-5 CAPLUS 

CH 2-Heptenoic acid. 7-aiiiino-4-[[[(6S)-3-[((ethylth1o)carbwvl]«BlnD]-4,6.7.e- 
tetrahydro -4 -oxopyrrol o [ 1 .2 - a ) Ryri bA di n-6 -yl Icarbofvl ]aari no] -7 -oxo- . ethyl 
ester. (2E.4S)- (9CI) (CA INDEX MAKE) 

Absolute stereochemistry. 
Double bond geooetry as shown. 




16 ANSWER 6 OF 6 CAPLUS COPYRICSHT 2005 ACS on SIN (Contirued) 
REFERENCE COUNT: 3 THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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=> => d que 118 



L7 9 SEA FILE=CAPLUS ABB=ON PLU=ON ("JOHNSON THEODORE 0 JRVAU OR 

"JOHNSON THEODORE OTTO JR'VAU) 

L8 13 SEA FILE=CAPLUS ABB=ON PLU=ON "HUA YE'VAU 

L9 3 SEA FILE=CAPLUS ABB=ON PLU=ON "LUU HIEP THEVAU 

LIO 1 SEA FILE=CAPLUS ABB=ON PLU=ON "CHAN FORA P"/AU 

Lll 1 SEA FILE=CAPLUS ABB=ON PLU=ON "HEINZ SIEGFRIED"/AU 

L12 24 SEA FILE=CAPLUS ABB=ON PLU=ON ("SKALITZKY DONALD J'VAU OR 

"SKALITZKY DONALD JAMES "/AU) 

L13 560 SEA FILE=CAPLUS ABB=ON PLU=ON "YANG YrVAU 

L14 23 SEA FILE=CAPLUS ABB=ON PLU=ON "HENDRICKSON THOMAS F"/AU 

L15 14 SEA FILE=CAPLUS ABB=ON PLU=ON "CHU SHAO SONG"/AU 

L16 10 SEA FILE=CAPLUS ABB=ON PLU=ON ("EASTMAN BR IAN" /AU OR 

"EASTMAN BRIAN W"/AU OR "EASTMAN BRIAN WALTER"/AU) 

L17 639 SEA FILE=CAPLUS ABB=ON PLU=ON L7 OR L8 OR 19 OR LIO OR Lll 

OR L12 OR L13 OR L14 OR L15 OR L16 

L18 3 SEA FILE=CAPLUS ABB=ON PLU=ON L17 AND ANTIPICORNAVIRAL 



=> d 1-3 bib abs 
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L13 ANSWER 1 Of 3 CAPLU5 OOPYRIOIT 2005 ACS on SIN 

AN 2001:923759 CAPtUS 
136:37504 

Prepare lion of orrroltctiqylpentenoate derivatives and cartMsoylhexenoate 
derivatives as antipicornavlral coqpounds 
Jolnsen. Thaoddr* 0.. Jr.: Chu. Shso Song: Hue. 
U: Uiu. Hiep T.: Reich. Siegfried Heinz: Skalitzfcy. Donald 
Joaa: Yeng. Yi: Chan. Fori P.: Eastaan, 
Brian Ualtsr: Handrlditon. Tinas F. 
Agouron Pharoaceuticals. Inc.. USA 
PCT Int. Appl.. eS pp. 
ODEN: PDCXOZ 



ON 

TI 



SO 



OT 

u 



Patent 
English 
FAN.CMT 1 

PATENT NO. 



KIND DATE 



APPLICATION NO. 



PI 



10 2001096297 
lO 2001096297 

\t: AE. AG. AL. 
CO. CR. CU. 
\H. HJ. ID. 
LT. LV. 
RU. SD. SE, 
YU. ZA. ZW 
RU: GH. GH. KE. 
K2. m. RU. 
IE. IT. LU. 
GW. KL. tH. 
CA 2412616 
US 2002061916 
US 6632825 
8R 2001011727 
CP 1355878 

R: AT. BE. CH. 
IE. SI. LT, 
JP 2004503533 
HZ 523134 
:a 2003000286 
PRAI US 2000.211424P 
WD 2001-US19139 
OS MARPAT 136:37504 
61 



A2 20011220 WO 2001-US19139 
A3 20030710 

An. AT. AU. AZ. 6A. 68. 6G. SR. BY. BZ. 

a. OE. OK. W. OZ. EE. ES. FI. G8. GD. 

IL. IN. IS. JP. KE. KG. KP. KR. K2. LC. 

NA. HQ. NG. NC. Ifi. M. MX. HZ. NO. NZ. 

SG. SI. SK. SL. TJ. TM. TR. H. TZ. IW. 



LS. HW. HZ. SO. 

TJ. TM. AT. BE. 

MC. NL. PT. SE. 

NE. SN. TD. TG 
AA 20011220 
Al 20020523 
B2 20031014 
A 20030527 
A2 20031029 

DE. OK. ES. FR. 

LV. FI. RO. tm. 
T2 20040205 
A 20040827 
A 20040408 
P 20000614 
W 20010613 



SL. SZ. TZ. U6. ZW. AM, 
CH. a. 0£. OK. ES. FI. 
TR. BF. W. Cf. C6. CI. 

CA 2001-2412618 
US 2001-882345 

BR 2001-11727 

EP 2001-944519 
G8. GR. IT. LI. LU. NL. 
CY. AL. TR 

JP 2002-510441 

NZ 2001-523134 

ZA 2003-286 



20010613 

CA. Qi. CH. 

Gl. Oi. GH. 

IX. IR. LS, 

PI. PT. RO, 

UG. UZ, VN. 

AZ. BY. KG. 
FR. GB. GR. 
CH. GA. GN. 

20010613 
20010613 

20010613 
20010613 
SE. HC. PT. 

20010613 
20010613 
20030110 



LIS ANSWER 1 or 3 CAPLUS COPYRIGHT 2005 ACS on STN (Conttntedl 
CQzEt I 



RaCONRbORcCRdrZlZ (Ra - q^loalkyl. heteroqycloalkyl , aryl, heteroaryl: 
Rc - hetenxyclyl: Rd - H. halo. OH. eu.: Rb - H. allyl: Z. Zl - H. F, 
alkyl. aryl. etc.]. irfiich irtil&it or Dlort the blol. activity of the 
plcomavlral X protease, wre prepared E.g.. reaction of 
4S-S-(2-oxo{yrrol1d1n-3S-y1)pent-2-eno1c add Et ester with 2-naphtho1c 
add gave 4U nrrrolldlrQrlpentenoate I, 




L18 ANSWER 2 OF 3 CAPLUS COPYRIGHT 2005 ACS on STN 
AN 2001:780850 CAPLUS 
W 135:331676 

TI Preparation of pyrrole -containing peptldooilnetlc compounds as 

sntlplcornaviral agents 
IN Johnson. ThKidoraO.. Jr.: Hua. Va: Luu, HiepT.: 

Oragovlch. Peter S. 
PA Agouron Pharmaceuticals. Inc.. USA 
SO PCT Int. Appl., 206 pp, 

COOEN: PIXXD2 
OT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO, C 



PI 



MO 2001079167 
UD 2001079167 

U: AE. AG. AL. 
CO. CR. CU. 
m. HU. ID. 
LT. LU. LV. 
RU. SO. SE. 
YU. ZA. ZW. 
RW: GH. OH. KE. 
DE. OK. ES. 
BJ. CF. CG. 
CA 2406475 
US 2002006943 
US 6610730 
EP 1274682 

R: AT. 8E. Qi. 
IE. SI. LT. 
8R 2001010077 
JP 2003531139 
ZA 20020O82S7 
US 2003225042 
PRAI US 2000-197796P 
US 2000-198497P 
US 2001-634783 
HD 2001-US12333 
OS HARPAT 135:331676 
GI 



20011025 UO 2001-US12333 



A2 
A3 

AN. AT. AU. AZ. 

CZ. OE. OK. OH. 

IL, IN. IS. JP. 

HA. M). HQ. NC. 

S6. SI. SK. SL. 

AH. AZ. BY. KG. 

LS. HW. HZ. SD. 

FI. FR. GB. GR. 

CI. Ot. GA. GN. 
AA 20011025 
Al 20020117 
B2 20030826 
A2 20030115 

DE. DK. ES. FR. 

LV. FI. RO, (K. 



20010412 



6A. BB. 8G. 

OZ. EE. ES. 

KE. KG. KP, 

m, m, KX. 

TJ. TH. TR. 
KZ. HD. RU, 
SL. SZ. TZ, 
IE. IT. LU. 
GW. HL. m. 
CA 2001- 
US 2001- 



, BR. BY, 
, FI. GB. 
, KR. KZ. 
, HZ. NO. 
. n. TZ, 
TJ. TM 
, UQ. ZW, 
, HC. NL. 
, NE. SN, 
■2406475 
-834783 



20030617 
20031021 
20030725 
20031204 
20000414 
20000418 
20010412 
20010412 



EP 2001-925037 
GB. GR, IT. LI. LU. 
CV. AL. TR 

8R 2001-10077 
. JP 2001-576769 

ZA 2002-8257 

US 2003-435062 



BZ. CA. CH. CN. 
GO. GE, GH. GH. 
LC. U. LR. LS. 
NZ. PL. PT. RO. 
IW, UG. UZ, VN. 

AT. BE. CH. CY. 
PT. SE. TR. BF. 
ID. TG 

20010412 
20010412 

20010412 
. SE. HC. PT. 

20010412 
20010412 
20021014 
20030512 




LIB ANSWER 2 OF 3 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



Peptldornlmetlc coinpds. RaC0N(Rt»)O«cCRd:CZZl [Ra Is alkyl-, cycloal^yl-. 
aryl - or heteroaryl cart)or\yl a 1 l^yl , alkyl-. qycloalkyl-. heterocycloallorl -. 
aryl- or heteroaryl carbonyl ami noalkyl or -anrtnocarbonylalkyl . where each 
alKyl. cycloalKyl. heteroqycloalVyl .aryl and heteroaryl may be 
substituted: Rb is H or (un}substituted alk^l; Rd Is H. halo. OH. 
(un)substltuted alKyl. aUo^y or alkylthlo: Rc is CReRf-Al(R) -C0-A4-(A3)p- 
R. where R2 - (A2)in (m - 0 or 1: R - H for m - 0): Re. Rf - H. alkyl : P - 
0-5: Al - CH or N: A2 - CR^RI . NRgpl . SRg. S(0)Rg. S02Rg, 0(Rg) (Rg. Rh. 
R1 - H or alkyl): A3 - CRgRh. NR1, S. SO, S02, 0: A4 - NRjRk. CR^I . 
0(Rk) (Rk - H or alkyl): Z. Zl - H. F (un) substituted alkyl. qycloalkyl. 
heteroqycloalkyl. aryl or heteroaryl or CZZl Is (hetero)cycloalkyl (with 
provisos)] were prepared for Inhibiting or blocking the blol. activity of 
the picornavlral 3C protease. Thus, compound I was prepared by coupling 
5-(l-naphtliyl)-lH-Ryrrole-2-carbovl1c acid chloride (preparation given) with 
Phe-G1n-res1n and showed Kobs/I - 30,800 H-ls-1 for Irhibltion of 
Rhinovlrus X virus, EC50 - 0.109 MH In the antlcoxsacklevlral cell 
culture assay, and CC50 (SIB cytotoxic dose) >10 IM. 
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LIB ANSWER 3 OF 3 CAPIU5 CSmiWT 2006 ACS on SIN 
AN 2001:416905 CAPUU5 
ON 135:33649 

TI Preparation of {srH donylaceKside peptide tnalogs as 

entipicarnavlral agents. 
IN Oragovidi. Peter S.: Prins. Ihocas J.: Zhou. Ru: Mnsao. Theodor* 

0.. Jr. 

PA Agouron Phanaaceutlcals. Inc.. USA 
SO PCT Int. Appl.. 210 pp. 

aX)EN: PIXXD2 
OT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIKD QATE Am.ICATION KO. DATE 



PI WO 2001040189 Al 20010607 WO 2O00-US32621 20001201 

W: AE. AG. AL. AH. AT. AU. AZ. BA. B6. BG. BR. BY. BZ. CA. CH. CN, 

CR. OJ. CZ. OE. OK. OH. DZ. EE. ES. FI. GB. GD. GC. GH. GH. f«, 

HU. ID. IL. IN. IS. JP. KE. KG. KP. KR. KZ. LC. UC. IR. LS. LT. 

LU. LV, MA. to. M6. MC. m. MW. KX. MZ. NO. NZ. PL. PT. RO. RU. 

SD. SE. SG. SI. SK. SL. TJ. TM. TR. H. TZ. UA. UG, UZ, VN. rU. 

ZA. ZW. AM. AZ. 8V. KG. KZ. ». RU. TJ, TM 



RW: «. GM. KE. LS. HW. MZ. SD. SL. SZ. TZ. UG. ZW. AT. BE. CH. O. 
DE. OK. ES. FI, FR. G8. GR. IE. IT. LU. MC. NL. PT. SE. TR. BF. 
BJ. CF. OS. CI, CM. », GN, GW. NL. m. NE. 91. TD. TG 



CA 2392504 




AA 


20010607 


CA 2000-2392504 


20001201 


US 2001047006 




Al 


20011129 


US 2000-726376 


20001201 


US 6514997 




B2 


20030204 






BR 2000016742 




A 


20020903 


6R 2000-16742 


20001201 


EP 1252145 




Al 


20021030 


EP 2000-980693 


20001201 


R: AT, BE. 


CH. 


OE. 


OK. ES, FR. GB 


. GR. IT. II. LU. KL. 


HC. PT. IE. 


SI. LT. 


LV. 


FI. 


RO, a. AL 






JP 2003515591 




12 


20030507 


JP 2001-541874 


20001201 


EE 200200281 




A 


20030616 


EE 2002-281 


20001201 


NZ 518934 




A 


20031128 


NZ 2000-518934 


20001201 


AU 777943 




B2 


20041104 


AU 2001-18094 


20001201 


ZA 2002004335 




A 


20030405 


ZA 2002-4335 


20020530 


BG 106754 




A 


20030731 


B6 2002-106754 


20020530 


NO 2002002589 




A 


20020731 


NO 2002-2569 


20020531 


PRAI US 1999-168986? 




P 


19991203 






US 2000-192052P 




P 


20000324 






WO 2000-US32621 




U 


20001201 







OS MARPAT 135:33649 
GI 



Lie ANSWER 3 Of 3 CAPIUS COmtlOa 2006 ACS on STN CContlnied) 




AB R3C0KReCRbRcCRJ:CZZl IRa - (substituted) hcterocycloalkyl . 
heteroc;ycloa1kylallyl ; - specified (substituted) 
axo(hetero){;yc)ylDet>)y): Rc - H. halo, (substituted) alkyi: Rd - H, halo. 
OH. (substituted) alkyl. alko;^. alkylthio: Re - H. (aibstituted) alkyi: 
Z. Zl - H. F. (substituted) alkyl. cycloaltyl. hetenxycloalkyl. aryl . 
heteroarYl. etc.: ZRd. ZZl - atoses to fom a Qrcloalkyl. hetenx:yc1oalkyl 
group], were prepared Thus. Et trans-(Z'S.4S)-4-[2-(3-tert- 
butworcarborvl aoi no-2-oxo-ai-Ryri di n-1 -yl ) -3-phenyl propi oiiyl acri no) -6- 
(tr1tylcarbaacorl)hex-2-enoate (preparation given) was heated to 190-200* 
for 65 ml n to give a resi(^e which in NeOi at 0* was treated with 
5-«ettorl1so)(ajole-3-carbonyl chloride and 4-oethy1inorfho11ne followed tor 
wanslng to 23* to give 55» Et trans-(2'S.4$)-4-(2-(3-((S- 
nethyl 1 soxazo)e-3-cait)orv1 )am1 no] •2-oxo-2H-p)rridi n-l-y1 ]-3- 
pheny1prop1oiv1«Blno]-6-(tHt;y1carbafflQ|yUhex-2-enoate. The latter was 
treated with (Ne2CH)3SlN and CF3(»2H In CH2C12 to give SSX title coopound 
(I). I showed an EC50 - 0.016 (M against huaan rhinov1rus-14 In HeU 
cell culture assay. 

RE.CNT 5 THERE ARE S CITED RCFERCMCCS AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 



